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-IR* (I) 



Hfci] 



Y— Z 



(I) 



HA, HtB* J:WHDIi-e*L-€ r fl4ftarL , CilJftlfe**'L-CV»Tt J: V>««afe4raE 
2 ] 

[If ^ 3 ] 
[81*314] 

im*& 5 ] 

Ht&S 1 EfOft^ IfcttfOiSmLTiiHDL ±#^Jo 
[It » 6 ] 

1 ffi«?Mb#® 4 ti ii *<Di&*tt L X i£ £ L D L ffiT^Jo 
7 ] 

umm 8 ] 

P P A R3*P P A R 3 X*& 7 15«O^Jo 
9 1 

pparj ^fcttasmarajrajfiLffi-?* s w*£ 8 lam^^Jo 
im*m i o ] 

p p a r $ <ft&&mB>iPmffi&x-ib2>m&TM. s mn<DMo 

[»3fcE 1 i ] 

(i) 



(A*K mB&£vmi)te J ztL'?iv&3:Lxm&&*&Lx^xi> x^m^&^wt 
[l**:© 1 2 ] 

-«5$; (I A) 



Hfc2] 




Y— Z 



Mb 3] 
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Mb 4] 



1 3 ] 

% W^-R 1 -O- R 1 liCl-6W7Ml/>i, C 2 - 6 T^-W-^l: 

£ tt * U ^ & * «K z ^f;Ht$nT^tUv*^^'>JVi-e*4 

[»t*a 1 4 1 

1 1 IB* ©ft^W ifcli*ott«:*ttT44 EliHUS*. 
H»*« 1 5 ] 

tt*:S 1 1 IB*<ZMb#W<&7'n K5 7 
[f»*3l 1 6 ] 

flg K3fe##J WCAT REWJ , MTP P1«#J > H M G - C o A M%Wm IM£>J > Bfi ftwm. 
JRia$S"J *3it>*3V^r-n - /HRJRIMFSI *» & 31 i£ ft & IS £ tz it 2 tti^±O^J * flf 

^ 1 6iEmo^Jo 

[iff** 1 8 ] 
1 9 ] 



miE# 2004-3072528 



&m 2003-286199 



1/ 



[0 0 0 1 ] 
[0 0 0 2] 

ft£UfeX&&^)l'**z/V-<Ui%?&mWi&1k i x:^fc (Peroxisome Proliferator Activa 
ted Receptor ; PPARJ: N&lfii" <S> ) tf s & B $ *LT 0 PPARte. 

fliff, 5. y <D 3ttlS* , ftl5>tLTV> < 6J. Steroid Biochem. Molec. Biol., 51, 157 ( 
1994) ; Gene Expression. , 4, 281 (1995) ; Biochem Biophys. Res. Commun. , 224, 
431 (1996) ; Mol. Endocrinology., 6, 1634 (1992) #JS) 0 £<bK N yMlt^K 

mmmm, hjh-, ml «iiiii:iwa> ml awi-esmu 

5 a&±£Ka»^'lfe!> s Ji. t> *iffI6<)i:f&lLtV^ £ £ £ tLT V> S (Endocrinol 
ogy., 137, 354 (1996) #JH) 0 
[0 0 0 3] 

ti^TN tr^^V^V>, ->^U^V> > D^'J^7>, fD^V^7*>W7 

/uy^fffii, ^f>x'j>^isii (niddm) Ktt-t&mmmtLxtobtix 

[0 0 0 4] 

tiie.of77'j v>n^#<^«aa&rt^ifi«jseH<o— o^p p ar 7 -e& !k p 

PARy^)<e¥ffitt**^$**£fc3&«#IIWtTV»a (Endocrinology., 137, 4189 (19 
96) ; Cell., 83. 803 (1995) ; Cell., 83. 813 (1995) ; J. Biol. Chem. , 270 , 
12953 (1995) #J&) 0 fi£o P P A R y ©lETOtt******* P P A R y ffimt 
ft] (7^» tt, jflL«M£T#Ji5J:a f /* fcliJJigflrFftJi: fc*L 
So 4fc> P P AR r T=f-X MiPP ARy®eg#0^^/Lal1-S£i:^nfbtL-C 
(Genes & Development. , 10, 974 (1996) ) Ztfrb, P P A R y * Ste-fti" S O 
*^^TP P ARySee#0^m*^n§*S^Jf>EaJ*6<J^ffit#x.'btLSo 
[0 0 0 5] 

I^SSftP P A R 7 lilMlMi:i^o 0 (J. Biol. Chem., 272, 5637 ( 
1997) fcitfCell., 83. 803 (1995) #RfO , £*Lfci&te<l7e# S^T 5»MU* 

#MJi)lk Hi*lfet^i:©W^^^ (Lancet., 349, 
952 (1997) #PI) o £tLt,(75£h^"bP P ARy <DftW>M (7^h) > £7cMSS 
# £ ittJPt? § £ P P A R y sef&StffcitaJ l± , M©TM > flBK1£TffcJB £ % L 
TV^it^f), 0»x.HL H • It («x.«L iUJKltt (S|3^ 

fn-rti, 1SHDL (HS^EU^Sa) JflLiE, iSLDL dB#FJK'; Jl& Iffi 

TG (h';^y-fe9>f K) JflL«) , tWRSWfcjE, 'fcJMHJSJL BEfi^ ^^sK'J y*~> 

[0 0 0 6] 

Srt ? . 7 0'!/- F^MiO«fiWfifi^-o^P P AR « fc fcfPJL 

TV>£ (Nature., 347, 645 (1990) ; J. Steroid Biochem. Molec. Biol., 51, 157 
(1994) ; Biochemistry., 32, 5598 (1993) #88) 0 itLfc^^ttf^ PPARa 
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[0 0 0 7] 

Z.ixmU'i>, P P AR a7&»l«4-r*^%S1±fc LXs ttffi«tf^ffl**LTV>ftii:«« 
#§?iifcW09 7 3 6 5 7 9^1it, P PAR a (nV 

^fa-^ HDL, LDLii±0 r h'J7 , J'fe9'f K^) ©ft«MR3»ffcffl* , *#3 t^fc ( 
J. Lipid Res. , 39, 17 (1998) ) o + fcfr*>, Wfl^Ifi (HDL) 3^fn- 

;i/±#fiUB, (ldl) ni/7fD-^ii«'j^ifi (vldd 

3 V^td-jk $ kfctt h U 7"V-t K(Ofg;Tftl *t Lt v^l. i t jit v> S 0 

, >f >SfiLtt^>5fc#3&*B*e>'b*i.*:fc«#§ii.Tv^a (Diabetes., 46, 348 (1997 

) ) o HotP P AR a ZtSmt-t&TX-X h-^P P AR *geg#<*>f&m£3bi!1-£ 
PPARaSSI&Si'&jISm, mftT^ffl*tUv^it*P>, $Jx{£> flBJtttttA 
flf*5SJfe (flflx-tf. ^BtlM (U3l/7rn-;vKiig> ftHDLJti> ^LDLJfiLjg. ffi h 

[0 0 0 8] 

p p a r 5 *^r*jc©tt-fk l*: i j#>^ppar5 **w-?--r 

[0 0 0 9] 

PPARaii. ili:PPAR/3, *4v>t±t: hO»^tc»iNUCli: 4^$*Lrv»* 0 - 
tlZXK? P AR S <D!k.mffintLX , hNUClB (t hNUCltlT^ P P ARt 

T9 4 "f) > P P AR a *WW&*fr*>V*rf9-<ni& : ^?&te.*Wmx%hZ. ttf 
Tfi^tiX^h (WO 9 6 0 1 4 3 0^jffl#) o * tz, P PAR5lfiIi:|5 

v>»fM£*#U PPAR*Sr^r*tcMtt<b1-*'ft:^» (y=f-^h) ^liiS$^ 3 5> 
K-t*L<bOfl:'gH|fe**HDL (fct&flEVtfSS) 3i/^fn-;v±M4-tUv^it 
#m&Ztltz (W09 7 2 8 1 4 9f«it) o^oT, PPAR^jSttft^liTrf 

, ^LDLJdi, TftTGJflL^) . Hbmi&itfa 'CdMHJUL HE«Je, ^I'J'^vV 

[0 0 10] 

mx.n, — (a) 

[0 0 11] 

Hbil 

Y A — L A — X A — T A — ^Z^^ - ^^^^ - M A — W A (A) 
[0 0 12] 

(s£ep\ l a „ m a . t a % x A ttJMfrg-fc*?* ; w A at* ; y a it^m- 

urn, mm&Btttfcm&z z A , u A «3SrWi***-*-o ) xm2tL2>*fr#>mmm> 

WPART^ M'fcffi&^L, >*'J ^«Stti3t»5W LTtfflTiaifc^ 
[0 0 13] 

*L**JflL« rt & I- it* U Tfl&K^; »«IJ8l * 5 1 ttv^^fe (Proceeding 

s of the National Academy of Sciences of the United States of America, 98(9) . 53 
06, (2001) ) , PPARaT=f-*MtfflK.fc*LDL ®TFft% K £ *K tbmm&m0> 
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[0 0 14] 

[#lt£®U] IMiO 2/ 9 8 8 4 0-5^^:7 l^y h 
[It^M*] 

[0 0 15] 
[0 0 16] 

p par Mi^£^t-Mb^£jimi-^<M:w^£ ; fT& 

tt^iHIfflU PPARS7=r-* h^^'K^Ji: LT^ffll-^tv^nXtltt 
iittlLfco -ftat>%^ *mWli, 
( 1 ) ( I ) 

[0 0 17] 

Kb 2] 



(I) 



[0 0 18] 

U Wti±i<DH^icl-8«^^-t-^L> XliitWIl-2<7)X^-t- 

(2) m%.<o$mmfemm-e$>z (1) emoak 

(3) BIK^n l/^fn-m^. (2) IBmo^iJ> 

(4) (1) tzmoit&wttzii*<DM*^Lx%z^?v7T-y<DmmmfflM. 

(5) (1) IB«W'fk-^%f ^fi^^^#^LT^^»HDL±#^iJ. 

(6) (1) leioM I IH©t*^t L t ^ S L D L 

(7) (1) lEmo^fb^t/cti-eo^^^L-C^^PP ARMtt^iOf^i^ 

(8) P P AR#P P AR 8X~$>Z> (7) ffim^h 

(9) P P AR 8Jt-jE%Lmmmm!fl&t:&2> (8) |B«O^J, 

do) p p a r s frfe&m&mvmmxjb & ( 8 ) iBm^^j. 

(ll) -AfcS; ( I ) 
[0 0 19] 

[<t3] 



(I) 



[0 0 2 0] 

(5$tK #A, »B^3 i^Dti-etL-etL^SiLtrS^^^LTV^Ti iv^«^^^ 
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(12) -JKS; (I A) 

[0 0 2 1] 
' [ft 4] 




[0 0 2 2] 

U 

[0 0 2 3] 
[ft 5] 



[0 0 2 4] 

o ) T^Sti* (11) ffi%<0ft£4fo4jfcl±*<0£. 

(13) tA, sRB^AcmD^-etL-pnaaiL-cittftafeSr^LTv^r & ± ^mm^sM* 

&T?2b!K W^-R 1 -O- R 1 liCl- 6W7Hl/>S, C 2 - 6 T^*r- 

i/>iifciiC 2 - 67M-w>36S:St, ) -c^Sftaafet?* *K x**-0-3£-e* 
»K Y^M^f fctt^vvafe-cfctK z t Mk$ tfC v>t U v^* ;v^^r >>;v 

(id iB«oft^-%t/c{±-e^^ 

(14) (id tzmv>it&mztzte*<D®.*^Lx%zmmm.i&w. 

(15) (11) E«OMi©rnK7-7^ 

£®.&&t>*£x%2> (8) mm<v%u 

(17) JUS^II^J** A C ATIfi, MTPlfi, HMG-C o A»7G»*m*#k 

mn-m&.w.m^m& i^^rn- ^jrm^j ^ <b awr^s ia* « 2 «j»jl*>30 
(16) fam^k 

(is) (11) &n<Dit^ifci±*<D&<Dm%i**m&wimte&ttzztimk£ 

(1 9) J3tS^«S:ffiiSJl^J*«Sat-rs^a60 (11) %5M<Oit&mt tz\t*<T>&<Dfem. 
[0 0 2 5] 

^jW#+> fA, fBt/:(ifDt/7?W rtt*£fc^LTv»Tfc J:v»SMK!feJ 
£&t& mtfim] £ ttli, Wittf. MltSit> £ J: O^afJMfcWtf ?>tLSo §£R3tmt 
LT(±, flOxJ^ C3-2 O^i, =Ht* *rt±B3fl^3!r#lfettjK*JI," -to— SB 

W\ 0Ox.l^ ^sy-b'y. 7Xi/>, ±7?vy, 7xf>M/>, 7>f7't > A f'J7 
o^>^> N n^3r^>, y^nA7T/, v ^ u ^ * > , y7n;t>, v^n 
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, i/9 v<> ?7*"ft 9 y9 u^y 7- >\ i/^n-N*-fe> % •^nA7'f>, S/^hjJ-^ 
•f^, ->^n^>^i;x>, n^#-9-v.x>\ us\-?9 v?.x>, ^ n ^ ? 

mfLtf, *^n [4.4] S1-y, *fc?n [4.5] 7>t?n [5.5] yy-Tijy 

, tfi/^a [2. 2. 1] ^79 t'y^D [2. 2. 1] ^7 f ^-2-^>, t£->^ 
a [3. 1. 1] ^7°*^, tfv^n [3. 1. 1] Ifv^a [2. 

2. 2] t£->*n [2. 2. 2] * ^ ^ - 2 - ^ 7/W^>, 7;V7^ 

■vy9ynm&mtfbK&o st*ttLti±, shrike* * 

tf, fcti^m&foStLT^-Cfc iv>3-2 ~3», =3IU ttz\*mm& 

;k t??y-;K tru^v. tf'Mi^v, ey^y^ rWy, pr-a^y 

s yyy, \£yy, *^-fetf>, f^7xv, ^*t:7>\ *3r-9-7-;K W 

v**-9-y-^ f7 7-;v, ^vf7V-JK 79if>, t^tyr'/-^ 

V, t^t-77v>, **^7-tflf f7'77y-JK f7W, 

> /o>/7 7y, -f7^>'7*75>', <^>yft7x>, 'f7^>7ft7x>, v^T 

e^, iw+tvtw y^ iv\rTWy^ ^yyjr^^y. tv^^fv, ^ 

Vy*f7y7y-;K ^>7*HJ7y*-^ #;W^/-;K 0 - ft^U 7^'J^> 
„ 71^'/, ^^/7 5>, ^-9->x>, ^VW7x>, 7x/f7y>, 7 
xy^ftyy, 7x/W'f>, ^T^^V^, 7xt>HJy^ 7xt>fn'jy 
„ ^'J?-7'A ^'JKt7f'JyA fc?7V*n>f V t?9 Vnt7f U 5? if 

'JyV, ^T/'JA ^^v*'Jy>, b'J7V*'J>, f^yj-y^ f h5^J> 
„ rf5yjy>, tf9v*V>. lf?yjrA Kn tfy x h^v: Knfcfy i> 

5-7A f>7tKnt'n^A KnifU 5f*A ytFnk''J^7A f 

Kn kf'J /•?— t K n tf 'J 9 r Vy ^ ytKo7€tfy, fl<7t KD7^fH'A 

/■c-fc Knr-tftf >\ Knyr-tflf>, fh7^Kny7feA ;<-HKnW 
fcf>\ ^y?A *^f-fe^> % s J\±Yu-7?y^ rl-7iiKn77A yuKne?> 
N fb5kKDt?7>, yUKnt^-fefA 7h7kKnt#-teA ;<-tKnt# 
•tet?>, f^5>, ^-3-9y, Kn-x*7^ f b7tFnft7xA yt Kn 
•r^-fcf^s fb7tKDftlf5A ytKafxtfA f 1-7t Fnf xtfy, y-?- 
t Fnf if A ytFntdffy-;K r F5t Fat^tT*-^ (t^tyjy^) 

, ytFo-fvt^ty-;K f h5tKo^fvt^ty-;i' U7t*ty;^» . 

ytFnf77*-JA f >7t Knf7y-JV (f77*'Jy» ^ -7t: Fn^f 7f 7 7- 
;K t- h 7 y. Kn-f Vf77-;v Uvf77Vi ? >) ytFn77f A t F 7 1 F 
D75fA ytKnt^tv77-;A f F7tFntHy'77-^ (tH-777 
'JyV) , ytFDtW'A, ff7tFntWA yt:KntW7^A 7- 
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b?KKntW7W, ynKnt+t-lfe>, -f b 7 Kn**t« tf>\ y*-fc 

Knt*W*kf>, ytKofryrV-^ th7liKnfTy7 , /-;i' (f7^ 
77'jy>) s vtiKn^-Tv^s r h 9 Knf7 v>\ i^kFnf 7v*7y> > f b 
7tFnf7v7y'V, Kn-r7-t? tf > % f h 9 t Knf 7-lf A-tKnf-7 
-tflf> % ytKnfTyT^lf/, f b7t Knf7^7-b*l^V, H Knf7^7^ 

Ka^>v*7 7y, t: Kn^> 77 9 >\ yt Kn^f v^yy*77>, ;t-kKD-f 

7^y>/ft7x7, ;t-tKn^v^yyfi7xy, y'tKn^vr/-^ a«— 
Ka-O^V-;Vs ytFD^;rA f f7tKn^7'jy, /<-tKn^7'j^ v 
t KD/fv*^ V ^ rl-7t Kn^fv^y U >> /"C-fc Kn-f v^r/ 'J >\ V s t Kn 7 
&7*J>, rf7tFD7?7y^, A-tFn7^yy, ytKnf7f Jy>, -f 
F7tKat7f'jy>, ^-HKot7f'jy*/, ytKn + y^t'J^ r F 7 1: F 
n^y ^-9-'J ;t-tFo + 7HrA ytFn#t7'J>, fF5tKnWJ 
>\ /N-tFn^rt7'J>, x h 7t KntfnntfV ytFny>7'J>, 7F7 

tFnyy;'jy, /t-t Fny>7'jy, ^> *S**c-y-f-T >„ yt Fo^y Vt^t 
yy, y'tFD^yyf7yy, kfyyV^M'JV, y t Fo^y7t^t7-;K 
-tKn^yyt^t'/-^ y'H Kn^y7f77-;K Kn^y7f 77-;v 

% 5; E Ka^y 74 5 ^7-;K A-tFo^W^rZ-JV, yt Ka^y77-fe'tf 
>\ r Fn^y 77 tf > Kn^y7y7-fe*t'y, fF7tFn^y7i?7 
«t?tf;y\ ^y/^t^-b/ty, ' Kn^O' 7*^-9- -If tf f F7kFn^y7^t 
-lftf> % ytKn*^7-*, f F7tFn*;WN'7-;v^ Kn # ;w?7-;v, 

ytFn77'J^y, r F 7 t Fn 7 ^ 'J y 1 Fn 7 ^ 'J ^ > > ytFny'^7 

77 7>, vtFnyX7'/ft7x7, f F5t Fny^y , /7 77, f b7tKny 
^yyft7xy, ;<-tFn^>77 5>, ;<-HKn^>7t*7i>, 7F9 
tf V Kt7f'J r>7t Kn-jj-^M'jy, y ti Kn 7-t?tf y y > K- ^ 
KnT-^tf y-f > K-;K r h 9 1 Kn tf 7 7n>f y^y u f >5tKnif7 
7nt7f'Jyy, Kn7€tf7-fy^7-;K Kn 7-tftf y >f > 

% y t Knfcf 7 7ntf y K7-tftf>, Kn tf 7 7a tf 'J K7-£tf>\ rF7tF 

ntf V 5 K-f > K-;K yHFnf7-7;ryF-;K x V 9 t Fnf7 vV >f > K-;v 
, ynFnt^tyV-fyK-;V, r- > 7t Knt^fyV 4 > K-JK ^ttKn^f 
yF'JyV^yF-^K Kn W > Kn^vy^T^ftf ? t: Kn J > Kn^y 

iJ-^V, Kn/f 5 ^7 tfV K-f > K-;K ^^t: Kn t?nn^T-tf tf y 4 > K 

-;K -7^7 7 7, vftrA V+TV, V**1->t ^>7y 

^n^> % ^y7yf*7>> ^yyyf7 7, T-f^tfn [4.4] 7t7 
, **^-tf*tf n [4.4] ;t>, ^-^-9-T^fy.t: 0 n [2.5] y^-^-9-Xtfn 
[4.4] ;t7> T-^f^tfn [4.5] 7*# ^7*tfn [4.5] 7*U>, -J^TX 
en [4.5] T*>, v^^r-ify.tfn [4.5] t*7J t^ftfXk'n [4.5] 7*77 

7-f*fc?n [5.5] *7>Ti3>, *+f^l^D [5.5] ^>TiJ>, v* tf 
n [5.5] -7>t*7j>\ 2, 3, 4, 9-rF7tF*nxfn [ 0 - tj ;v**'J 1 , 
1' -iy^n^y^^] „ 7fk*y7n [2. 2. 1] ^7*>\ **y-\£i/?u [2. 
2. 1] ^7*>, 7-fev^n [3. 1. 1] A7^y, 7fey^D [3. 2. 1] 
^dr-9-tfv^n [3. 2. 1] 7-^tfv-^n [2. 2. 2] 

^7-iftrv'^n [2. 2. 2] * ^fMfrWtffctL&o 
[0 0 2 6] 

nttft2fe*#LTV>Tfc J:v»3|Mfc*J r®»J kli, (1) 

*tLtv>Ttiv>7/i'*)i/*, (2) IM^LTv^^iv>7;v7-^;vS, (3) 
IM^f fCV^tiv>7;^-;H, (4) a&3fe*#LTv>T4 J:v\&3SSilUk ( 
5) Mi*t#fcv»t4 *v>«WflUk (6) g^lr^L-CV^T*) J:v**HUfc, (7 
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) «»S*^rLTv»rt iv^*-^/3fe, (8) ftMfLTv>tUv^7$^^ ( 
9) ttl^t L t v> t U v»* >f (10) B&2fe*#LTv>T & J: v**/w 

■7t^^;v»> (11) ^36, (12) 7^3^r->*;v^-^ (0lx.Hr, > 

X > * t e r t -rf^i'Jti^^^C 1 - 67 

/l/3*5/5&/l/sK-/Hfe*$) „ (13) ^HS (-SO3H) > (14) ^^7^1, 
(15) (16) -FOS, (17) *>7y*, (18) 7 5'^*, (l 

9) ^f^I, (2 0) -B (OH) 2 i, (2 1) ^or>I^ 7-^, 
51, *3t> 3**30 > (22) T^*^*^?^ ~)V& (Wx.\S, >f^^7-f 
„ if ^ 7 ^ c 1 - 4 7 ;w ^ 7 - ;vi^) , (2 3) ^fl^;v7 
^r-;v& («*.», 7 x - ;v^;V7 -;vf w C 6 - 1 0 f 7 ^ - ) > ( 
2 4) t;v^;v^;v*-;v/^ (mZ-&, >f xfMj^-jvfoci- 
4 7M^**-*3W) > (2 5) 3£#3it*;v*-;vx (#flx.ff, 7i-;vx;i/*^ 
;vfwC6-i 0^#^*;v*-;v&^) > (2 6) 7->;H (Wx.tf, 7-fe 
ya/V'TK ^n/f^Cl-6 7^*^^^*, ffiljtMN fr*$<7> 
C6-10fff)!i;V^-;vif) (2 7) t^Vl, (2 8) f**V*, (29) ( 
C l - 6 T;v3df 5 y) ^f-^at (tfflxjf, (> 5 >0 ^f;v*^) 

J:v*«*3U£J Kfcit&BSI&fc tttt, Wz-\*. Cl-87;^;H («xtf, ^f-^ 
% i^;v, n-7°nif;U N -fv7nt';V, n-7f;K ^7 7f;V> sec-7*f;K tert 
-?*f->K ^*->;k ^t'-T-zk *^f;v2£S§0 % C2-87;^-^i (-W 

xJ£. if-JK 7d^-jk 7t-jv, ^3r-fe— ;k ^-/t-— ;w *^r- 

-;v^) , C2-87^-^i (fllxtf, xfi^, 7°ok: 0 ^;i/, 7f-;K 

% ^ha^ -ty -4^:tty-C 1 - 6 7^^-jut^ 7^ («x.tf, ^f^7^, xf 
;i/75^, 7*0^7^, y^f^7^, yxW?;f) , Cl-67)V3^y 
* (tfflx-if, xh^fy, 7n^y, A^«>;vt=tyf) , Cl-6 7;V3Jf 

->#;i/**-;V* (0!)xJf, ^ h^y*;^*xjK J. t e r t-7*h* 

3/* , Cl-67M;^W-;Vt^vi (08;Uf> T-bh^v. xf;l/ 
*^jK-^**'>^) , Cl-47Wf*i (®)xJt ^f;vft, xf;l/ft, -7* 
nWt, yf-^*^) , ^n^>®^- (fiajx.^, 7y|, i£St, 3«7SR30 
% h ij^n^f-;v& (#lx.tfh V 7;v*n>?-;v^) ^*Wf £>*l, £ ft Oil* 

&i±wmim%&Uiz. i & v>L4ittfc^tfe «tv> 0 sm^L-co rtM^ti 

-Cv>T*> £v>7;V*;i^J Jw*5»t&T^^^afet L"CM\ iilf, xfjK n - 

ynif^, W V7n tf;i/ N n--/f;K 'f VT'f ;K sec-7*f>>K tert--?*f-/K ^> 

^3r->;W ^t^K 7~;k 7*i/;K 7>fy;K Ffi'iK h'jf 

v;K .rf7fy^ A>^fy;K ^^•r'i/ZK ^'7 e ^'7*v;v % *^*7*vjv > 7^ 
t^>;K *f 3 v;v^<DH:iI)bct fcli»«ttOC 1 -2 0 7 o Z 

ri?7;i/^;v*©f ttl±*!lx.if, 7km^> 7?/i, #;v***->;i/^ xfni 
, ; e>'-ff:liy-Cl-67^^75yi (ix.lt yf;VT$7, xfjvr^, 
•7"ntf;VT5 >\ '7>W5A yi^^T^y#) . N-^ff7^i (flflxJf, 
N-7x-jV7^If) , N-^#3R-N- (Cl-67^) 75/i (WiLtf % 
N-7xx^-N-^f;i/7^i, N-7x-;v-N-xf;V7^iv N-7ix;v 
-N-7°n tf;VT5 N- 7 xx;v-N-7f;V7 5 7 & N-7xx;i/-N-^v 

f-;V7^/^ N-7x-jV-N-AJry;i/7</Sf) , 7^75;*, 
— N— (C1-67W) 7Vi (it«Cl-6 7;^^HTIiix.lf, y-^;w 
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v : 8/ 



, ^h^rv> ^ T'n^V, -fvrn##*/, A^v;vt + y^) . C 3 - 7 -> 

^ oTJKJl'-C 1 - 6 T;i/ndpv^ (fflljtfct, n^s#~>;v^ ^;v**^> ->^u 
/^-✓f^xffl/t^i'lf*) > C3-7v^D7MW^yS (#9;if£> i/pu^**/ 
;Vt^rVif) , C7-1 5 7 5JH^t*y^ (0!lx.tf. "OS****^ 7x^f;V 

7x; + ->*, c i-67;i'3#->*;v**-jvs (fll&tf* ^ h+y*;^*-;v, x;h^ 
t e r t -7 h * v# ;i/>K-;v^) > C 1 - 6 7^*^A^#-^t#'> 
* (flittf, 7-fcb*->, xf;V*;v,f-^t^ryf) , Cl-47HmS (ffilx 
WT, ^f-;^*, xffl/ft, 7n^t, T^/i^jMSO „ Any>f? (en*.!*. 

yn tf;v*;v*-;K 7f % C6-1 Of 

7y;vi, l/;li7y;v75 y a?*s J: tfN - 7 v;v-N- (Cl-6T;v#;v) 75/S 

v^t^-^J K^lt^;^-^*: LTf3\ 011 x. I*, .x-r-;v. 7n^a)K 7*7- 
^r-;v, Kf ? -b->'V> MJtMt-JK fl>7ft-;K ^>*7*-fe^;K ^*-9-7' J fe-;i' 
#<DC 2-2 07/i'*-/u*^^»f <b*LS 0 ciit*7JV^-;^lMi±, ItflBlttfe 
mtLx<D rftMtLt^tUv^7;^x;Hj fcfctt* 7;v*-;va&i: Itli, 

JK ^>*7*~>~;K ^^r-9-r'->x.;v x A7^f~>-;K t^^fy-)K /tfy-^ 
, /f =r->->Hfe^Ol£«[*tt fc»ifl»R«t©C 2-2 0 7^*-/l'iWf^5o £i 

L T v> -c «fcv^*-;v*j is£t>' rt^*^tLi:v>-cUv^7^iJ 
fcfctf Ltli, Mx.{f> iM^Ltv^Uv>7;K;vi mm [Wmm 

^tLxv^Uv^7;v^;HJ t|wjc^i*^^i- 0 ) , m&&*%Lx^xi> £^§tm 

■cv>-cuv^tfi mm iwm&z^hx^xi> x^mm^m] tmcmfczm-t* 

7;v^r^^;v*-^*^) . SSrMtXJi'*-*'* (0|x.W\ 7x-;vxjv*^;v^(7)C6 
-l 0fff^^*-^If) > 7 -> tfbti&o >:c:T«7->JHfcLT(t ( 
1) iMt^tt^TUv>7;^;v*;v**~jH, (2) fM*tLtv>t^ iv> 
7;v^-;v*;v^-;v^ (3) IM^t Ltv^t ^ J: v^7;v^-;v* ;v^;v^ ( 

4) iMttLtv>-cuv^»^#-^ (5) l-cv*-c*> x^m. 
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mm rtM«:tL-cv^t j: v^«x3itgfej tiwic^i*^^i-o ttftifcLt^) ram* 

*^rLTv^r^> iv^Mt-f ;v*J J: LTIi, Wiltf, j|fc*!JW> 4*36, n- 

■ty ~C 1 - 4 T)v* )V (Wz-tf, N-> f-zufc/w^'f >K N-j^;v# 

/U/t*-fJHM > N, N-y-Cl-47M^*;VA^jV (^x.lf, N, N-y7f 
/u#;wt*>f ;W N, N-v.x^-;v#;w-^>f ;k N, N-f^n kf;i/#;w^-f ;k N 
, N-V'/f-^*^**^ ^) x l - tf^U v;v# ;v**-;v&^#^f bti& 0 
Jilt© r«^*^*LTV>T & T-=&>f fcUli, 0Ox.«\ 3SM3&<£>* 

7 7^^^, N-xf^7JV77 ; E^K N — 7"n 77^ / f zv> N-^V7ntf 

r ^4 ;K N-7f ;vx;i/7 r^e-f , N, N-i^C l - 4 7;v^;vx;V7 

T^e-f^ (iilf, N, N-V^f ^;V7 7^iV, N, N--7xf;^;V7 7 ; E'f;V 
„ N, N-v7nt: , ;V7;V7 7 ; E'f;i', N, N- y7f;V/;;V7 r t-f ^) ^ s ^lf^ 

[0 0 2 7] 

xtf, tiM^iLtv^Uv>Cl-87;Hl/>i 

ynbfi^>, '\*~>i/>, % 

i*tLtv>t^ iv^c 2 - 8 r;v^r-ix>^ (tfUxJ*. :c^u>\ yntf-w % y 

f-- y^^-f-V^. ^^^v-f-V^. /s^rv^W, 

-f-W, A7f^vy, ^^^v^f^v^, *^^5?>f — V>^f) ^rt* 

Wbfr&o riT?Cl-87M!/>S, C2-87;^-l/^**J:0 f C2-87;V 
^v^&o&aeiK^tt, mStJF.T- (-0-) , BMb**LTv»T4 Jiv^JMCJ- («;Lwr 
, -S-, - SO-, -S0 2 -490 , (-CO-) t tz\*Wt&&*^LT 

|/^«.±V»S1I^ (-NH-) [tM^Ltlt (i) ffiftifettLTV^ti^T 
**** (iitrSBLjfcfcofcR . (ii) S&*£;frLTv>T 4 J: 

(ffiiBLfc'b<Di:Eli:*i*S:&1-) > (iii) tM^tLtv>t Uv^ftl (tfrifi 

LfciotBCi*t*t) . (w) 7~>/i/& (ffiSBLfc&ofciB! 

tre>^*o ] 3*»e»a«*tL* 1 - 3i^i:ti^otv^t^ £v> 0 rem** 

^L-CV^Tk «fcV>C 1 - 8 TZV^r V>^J % rtlMtfC^t Uv^C 2 - 8 7;V^ 

-i^atj *5«fct>* re&*£*L-cv>-c& iv>c2-8 7^-i/>ij tu« ram 

*J fcUli, «!li!:tLt^-CU^7)i'^;vi CtffSBLfc & O tra 

&J:v»*Bft& (fflrSBLfcfeOkIB|C*i*«r*i-) . ItMtLtv^i iv^r ^ ( 
flTRLfctofc El > **v^ tMS:tltv»-CUvW5yi (fli & 

If, Cl-67^JM5yi, tFndfy^yi, c 1 - 6 y;i/n*W a= ; ^ 

[0 0 2 8] 
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xtf> -0-, -CO-, -CHOH-, -S-, - SO-, -S0 2 -NR 2 — % 
-CONR 2 -NR 2 CO-^ -SO2 NR 2 -NR 2 SO2 - R 2 it 

* m&Lt:i><otmc&&zm-?) ] > im^wtuv>c 1-27 

^f;v, yo^, ^v/n^v, 'fv/fJK sec 

-yf;v, tert-:/^K ^>f-;K a+vjk 7*~>;k 

;v*H0 . nr;i/^r;v* (Witf, y^n^n^, v^n/f^, ^o^s/f-zu 
, y^nAJfy^C3-8y^D7HJHf) . T;V^^;v^ (flitf, e-;K 
7'J;K 2 f-Jl/T U ;V, 2 3 --7*7" — 3-t7T-^©C2-l 

jVf(OC2-107M-;H^) . y^oTH-fl'* (00*. If., n ^n^^/K 
i/^n/<yT-^ y^ DA*>fe^^C 3-10 y^ U7H-^if ) > 7U-;i' 

* (fajx.i£> 7x-jk t7f;vfwC6-i07'J-^) > T^;w^r;v« (#flxJ£ 
, ^yyjv, 7 1 j^«c 6 - i o 7 'J - - c i - 4 7;^^if ) ^wbfr 

OfltJfciirtlfcffclSfc 1 -31tSiLtv^Uv^ nt&tfc*;£LTv>T& J:v>C 1 - 2 

7;i^v>J Kistj-a C l - 2 7MV/fcit * fciiJc-?-v>*^i"o re 

T^tuv>7;^jvij Kim* rsm^j trat*i*«:^"to ttt^osm^^^ 

[0 0 2 9] 

yc^stis r^fttoJK^-tfc i - 8©^"«-t- J £i±> firiew-e^stts r^lftois 

[0 0 3 0] 

ZX7F2H& rBMilfeJ fctt^ Witlf, x^f Mb?tttv>tUv^;v^y^ 
(-S0 3 H) „ -SO2 NHR 2 1 (R 2 tiiffifB Ltz <D t |WJ „ 
) -NHSO2 R 2 £ (R 2 itmm^fci><D£mK&M*&-to ) > (-PO 
(OH) 2 ) , 7x;-JV (— C 6 H 4 OH) SfcliJtt^n h>"fbL"9**5f51S^F*^ 

[0 0 3 1] 
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lite] 

o 




[0 0 3 2] 



^imifhfiio x^fMk$fiTV»ti J:v^;v^yJVii: LT«\ W&MT, MO 

y h +v*J^*-K sec-y h *V*/UsK— /K tert- ~f \ * v * )V^=.)V^ ^>^;V 

Cl-6 7^3^f5/»^-A/i^) . 7'J-^t + y*^*-;Vi (0lx.Mr, 7xy^f 
v'* jv^k— >K 2-t7f^** , >*W-^foC6-i OT'J-JVt^y*^**-^ 
&) , T^V^Jl'i + y^Wlf-JH (0flx.WT, ^^^^t^y*^**-^ 7i*f* 
^-#v*;V5K—;V#OC 6-1 0 TV -/I/-C 1-4 T^n^yA^^^If) 

[0 0 3 3] 
[0 0 3 4] 
[0 0 3 5] 

£ £ i± - §b£RSf U - >u ■? * »? . $ h cffi L < littM^tLt^t & «fc v>**? 

S^, fi*®^ 4 fctt«*t«^*» l-3«0^-y-n«^**tr, 5-10 
[0 0 3 6] 

V^T*) iv>C3-5 T;V^V^. C 3 - 5 7^- V>£ tz\±C 3-5 7^-l/>©i 
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[0 0 3 7] 

x-t?mzfr& r±t«iflSi-2^'<-t-j tu^Kii, -o-» -s- 

% -CO-J/:(i-CONR 2 <K 3&fc#4L<ti, - 0 - * fctt- C 0 N R 

— o 

[0 0 3 8] 

YT-^$tt^^#f fell r±i©Ml-8^^-t-J tUSftKlt 
[0 0 3 9] 

[0 0 4 0] 

^/Ujfc, T;V^--;V^ 7;V^x;VS, 7JV3^->^, TJV^r^^^&s TJ^l/^i, 

, m> irast (e, z, vx, > ^stas^fc 

^5^J:&*tt# (R, S#> jSSBSs x.^->^^-^-, yr^rViv-) „ 

[0 0 4 1 ] 

[0 0 4 2] 
[ft 7] 

...^ 

[0 0 4 3] 

HmMO&lZ. -9 HQ (1-**>*> a -BBS) K£&^LTV>a£fc£^U 
[0 0 4 4] 

Kb 8] 



[0 0 4 5] 
[0 0 4 6] 

Kb 9] 

[0 0 4 7] 

[0 0 4 8] 
[ft 1 0 ] 

[0 0 4 9] 
[0 0 5 0] 

if, 7>l/*U&JR tb'J^A, V^-VJ*m Tfr*V±M±m {iJ )V 
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> jut****, 3**btoMM», u^saa. wwtMJO > (Hit, 

, h^jO^/i/fc^BfellL "f-fef-tf-vflH*, ^A^n^flM*, ^^a'/Klf) ^) 
[0 0 5 1] 

*»WOPPAR7^-^ h • 7>*=f-* MCfi, i"&*>*>P P 

AR«> 7> a+y> a + <K y + 8 & £ 1/ a + y + 8 7 h • 7 > 9 =f~* \ 

[0 0 5 2] 
[0 0 5 3] 

HBsft (i) ^s*t&*l&9ift'&4&o} -^w^-r 1 -o--e^£tt<Mfc#^ 
fr^HHsS; (I-l) 
[0 0 5 4] 

[ft 1 1 ] 

-R 1 — 0 — tBt — X — MM — Y — Z (I-l) 




[0 0 5 5] 

(=£*> +^X<0<Dtti±m&±mtMfo*:&to ) f^StL*ft^»tt. JJIT© (A) 
ttzit (B) -C^$tL-5jfti:J:ot«t^iH J X'l4o 
(A) (I-l) ^StL*ft^»±--*5*; (II) 

[0 0 5 6] 
[ft 1 2 ] 



(a^-r'-e (II) 



[0 0 5 7] 

iwtU Eli^nyv^S fctelftJSykSr^U H 
o ) t^^iii^ftJ:, -#5$; (III) 
[0 0 5 8] 
[ft 1 3 J 



-^^—^-{^-Y^Z 1 (III) 



HO 

[0 0 5 9] 



BiU^ 2004-3072528 



#M 2003-2 86199 



^-y: 14/ 



(5*;*, IB 2 , X 1 , ID 2 > Y 1 iSitfZ 1 ttSIB, X. ID, Y*3 X XfZ t R 

^B 2 , X 1 , ID 2 , Y 1 SitfZ 1 i:ioti$WSt:^^*;v 

&*><7>fc-r&o ) TjjSSfr^Mb^fci-xMtRlfcfcttU (1-2) 
[0 0 6 0] 
lit 1 4 ] 

(T^ 1 -^-^?^ (1-2) ' 

10 0 6 1 ] 

& c T««a&omi*siRE&Rio K#-t c t iz x i) s&it-r & - 1 & „ 

[0 0 6 2] 

iwx-fMtE)£ii^t*t)> (^xtf, ^f;v*;vA7 5 K 

% v^^;v^;w*^vF> ^nn*;i/A, v^nn^r/, v^^-)VJ---r)^, rWt 

U^A^h^rvK, h 'J *> Ax b^:/ K^OT** U ^Jl W T ;V 3 ^ "9* >f h\ #];U£> 
>\ >ij7'f;l'7^, y^f V^n t°;vxf ;V7 5 >f 07;l'^r^7 5 >1> WZ,lt, N 

, n-v^^;i/t- i ;>> tfyv>, n'jyv, 4-(^m5/)eyy 

>f«3ffl7 5 >9H> DBU(1, 8-^7iftf'>^n[5, 4, 0 ] * >-f-fe >- 7 W<0 

fc»i£*te>o«'fr»<») (ojf&T, o- 1 o oic-crj&$-£&£ tizx *)fr%:t>tiZo 

[0 0 6 3] 
[0 0 6 4] 

>^;i/*^.;v^-^ p b n^<>'-tf — v^, m-- b u^y^ y 7s 

(B) ( I - 1 ) T?^3*LS<fc#»ttHK3*; (I I - 1 ) 

[0 0 6 5] 

Mb l 5 ] 
(J)— R x -oh (ii-D 

[0 0 6 6] 

) 

[0 0 6 7] 
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[it 1 6 ] 

HO-^^X 1 -^?)— Y^Z 1 (III) 
[0 0 6 8] 

HrlB— tt* (1-2) -e^**L*<k^J»«r^ *6>^RHJ&Cr«Mott'R*R*BJR 
[0 0 6 9] 

iO*3ERt&»i&»^*»)H mmmm ^nn^>, -w^* 

(TV (DEAD) , 7yvAW'>lyMV^nlf;K 1, 1* 
- (tv*v*;v**-;v) yt^'jy^ l, l' -7Ve^ (n, N-^f;v*JVA7 

5 K) iSitf**^ (08*. I*, h'j7x^V*X70, b'jrfJKt^ 

, liStS7;V3-;Wfc^fc 0-6 0"CT?RJEB$**C ttwJ: i^&frtL&o 
[0 0 7 0] 

M<oil^Ml^(i, J: <*fl<b*LT*3i3. 01x.lf> (1) T;v*Utn7K^», ( 
2) Bm*fl 1 TK*5tt*Jtt««RJc^ (3) J: (4) ->U;V 

(5) £**fflv>fc»fl«RjS, (6) &*«M**fliv»fctt««RJS* 

[0 0 7 1] 

(1) TA/*'Jim*»»^J:*JK««RJCBtt. flUtf, (flflxtf. **7-;k 

(2) »Ttol§ffi-li, 00*. If. (0flx.wr, '^nn^r/, ^nn 

v**^, gfc^^K T-V-A'SO *^ (0Hx.Hr, TO. >V7;V 

) b< i±ittP>©«#«& (0iJx.Hr. JMfc*c3fc/HsBft30 o- 1 o or waft-eft- 

(3) l»Jie*fl*fcJ:*Bl««KJSMU »* («*.!*, (-rh^HK 
D79V, yt^tV, ^yi^y, ^i-f-^/i-x^) . 7;V3-^ (* * 

■x^y-A'S?) > ("OO* h;v^>^) > (T-th>, 

^■r^^V^ b . -b'JJWfc (7-teh-VV^) . 75 (v^xJV*;VA 

7 5 F#) , tR. Sfcm^JK ftli fc«**Lk<7>2&±w?I^i#8M£) ftkft (09*. 
}f. A 7 y'7A-^l, /^y^AS, *®ftA'7y7A, ? 
) W##T> H?EE£ 7t(iJbnJET07X##HKT^^{±¥m7>^-7A^T, 0-2 0 

o "C w z&ft "eff & & o 

(4) ->y/i'awjtt«sjRisti, 0fl;Uf. fctmmho z^umm (0Ux.Hr. r-y^^v 

0777, 7-fef-h'J^) 4", f h77f;V7>*-^A7;Vt7^f K^rfflV^T, 0 
- 4 0 'CcDSJS - efi : & fc>*L& o 

(5) &JR*fflV>fcBMBSLRlSH\ 0!lxJf. p H4.2-7.2W««rtfc$;fc 

! fi5.R-e*tLjfjtt#»***»tft* f ?>, o-4 o'cwaft-e^T&frtt&o 

(6) ««flc*fflv>*tt««a6»i, 0ux.Hr. mmmm (0Ux.ht. ^nn^>, y 
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a. 9 j „ tR * *i tt <b <*> , b?? -?1$M M x. Jf, TK^'fb h'J7f 

(iitf, ¥Bk 2-xf*/\*t>BM» ^iOf/tfell^ttSltt (Hit 

flc (08x.(;T, x h 7** V y 7x^m7^ W^^fA (0) , nmt^Z (by 7 

i-ju*^7>r ^) (id , ftut^^y^A (id , m^vy* (fV7x- 

;v**7^>) n-/7A (I) <p) £fflv>T, 0 - 4 0 "COi&ffi-C^f&frtLSo 
[0 0 7 2] 

ttz^ ±12Ji)«M.^^ % Hx.lf> T. W. Greene, Protective Groups in Organic Synthes 
is, Wiley, New York, 1999fc!Btt$ tittfeK X o T, KfilKRlB*ff ft } ^ fc*»T? # 

[0 0 7 3] 

*;v**drv;v*^ffi^i: Ltlt Witi^f)H, t-^;v 
^ N pj^nnxfjH, (Bn) ft, 7it'>^i, p - * h * >^>^;vft 

, h y f - ;vft, 2-^nnh'jf;vU/-[ifite wflljt^fiffr L Hffififl^* 1 *^ <b 
Mo im&V&m&t LTtt, Witf, hVf^ * F^rv^fJV (MO 

M) ft, l-xh^fyxf;v (EE) ft, ^ ^yiF#v^f;V (MEM) ft, 2-x 
h7tKnt:7^ (THP) ft, by^f-;V">y;V (TMS) ft, h'JxWJ^ ( 
TES) S> t-Zf^y^fiV^'J^ (TBDMS) ^ t -7*f^v*7 i-JVv y )l< 

(TBDPS) ft, T-fe-^/V (Ac) ft, tT,Kn>f;i/ft, ^>vM;Vft, (B n 

) ft, p h^v'^v^Vft, T'Jmv^^-JV (Alloc)*, 2, 2, 2 
-MJ^nnxh^yAW-A' (Troc) ft%2>*Wb*L&o TUl^IihL 
Tfi, ^>v;v**v#;v>J?~;t,ft, t-7*>^v*jv*'x^i, 7V^**-> 

^;V*'-;V (A 1 lo c) ft, 1 -ff-JU- 1 - (4-t*7x-;V) ^b^^>*;V^^;v 
(Bpoc) ft, fV7;Hn7-l:f^i, 9-7;vti/-;v^ >^y*;v^-^ ^ 
(Bn) 31, p -* h <*WH'1r* a s*+fr (BOM) ft, 2- 

(h'J^f;Vy'j;v) -x.h*->^;v (SEM) jW*«f^e>ii4, ^-^ftco-f^ft 
b Ltli, fljclf, ^v;^ ^ h^fy^>yjV£, p« h*v^;U (MOM) ft, 2 
-rh7tKDe5i;l/ (THP) ft, y'7x-;v^f;H, T-b^;v (Ac) ft^lf 
e>*L4 0 tf^^r^ft, Tfcmft, yft£ £(if-:*-;vft<7>1£»fti: LT(i, _LfBL 

[0 0 7 4] 

tiittmt uiv^-st^, (id , (ii-i) , *iv(in) 

T^$*L*-fk^*tt, ^g#<&£nx-&£;K *4VMi^ftl0^iS, $)x.i£, TComprehe 
nsive Organic Transformations : A Guide to Functional Group Preparations, 2 nd Edi 
tion (Richard C. Larock, John Wiley & Sons Inc. 1999) J fclSftS tltt&tM^Z 

[0 0 7 5] 

(i) •?7fiZtLZ>*$kmt&m<o : i*>, ±M\^\^tz)>x^(oi^km\'^^x\^ 

^mm^^Zm^fl^UMm, $>&^te$:%a<D^m, rComprehensive Organi 

c Transformations *. A Guide to Functional Group Preparations, 2nd Edition (Richar 
d C. Larock, John Wiley & Sons Inc. 1999) J KEttS *Lfc*fe*a*#*>*TfflV»* 
£ -Ci£i£-f & £ 1 7&*tr £ £ o 
[0 0 7 6] 

*WJW#*«)#Rf&^*v»T % KSfl^f-^y^- Wilt sKU^f-V>, #'J7 
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10 0 7 7] 

[0 0 7 8] 
[0 0 7 9] 

KKAy/Ta Jcl"V7*Ofltfii5 *tttUMI**JfeU JfflLtttt**&«fcP#*t fcfrfcv^ #J 
t)tttt&o SBJ6I.flfc6BWU *5&W^%*^tf«I«-. t L < torn**!** T SOW 

mm, jkm^TGrn^mk-x, zv> -mmmmn (nefa) „ wot • gp 

[0 0 8 0] 

watts xvtip.tfifc'Ro&Tftm (2) : 

Zucker fa/fa 9 ? h (^SfcfeCrj- [ZUC] -fa/fa) > jE1iW!!Btt»lean? v \> (2% 
$c£Crj- [ZUC] -lean) <75#fi:B «£ U^jfiLM • NEFA • TG, & V 1 KHbAlcftfiE & U & o 

[0 0 8 1] 

Rftft^-Htelfc, ¥*^S««£JimU Ifojl-NEFA- TG. SfctffcHbAlciftlKfcWfe-*- 
&o «P«JWffttlfc (0GTT) SrHJIU W^tiac^ffl^Mi-^o 0GTT{±, *0 

fdB J: »)j|6Jtk U ^H, ^;V3-^^2g/5 mL/kg&ftffirSU 60^U ? 120^O«'fit 
t3lV\ JflL^-f >*'J > • NEFA- TG, GOT. GPTf ^CfFIlt^ISt^o 
[0 0 8 2 ] 

Zucker fa/fa 9 ? h £*3»t JfiLfcK JfiL^W NEFA, HbAlcfi* 2> V»t4 

LTOTU"«l1& *)^-e$>So 0GTTlw^tt^)^m^lfiL^#^1S:T^»M^ 

»±PPAR 7 0&#tw*»t*Stt'ffc^S*LXV>4o flFMifimiPPARaO&fltfcistt 
& m&it * 1- "C & - k J^TPift £ ft & o 
jflL»^J:0 f jflL4'BBgg>1B:Tf^ffl (3) : 

3£ (GOT • GPT • 7WJ7*^7r^-^ • l&M&K • • ^V7f-> • 

^ v 7 f - ^^^.-^f . &\£y ){,}£> • jflLM • TC • HDL • LDL • TGOiiJ^) 

m®E# 2004-3072528 
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n (mm<ownftffl) u 2, 3b#^^»l> m-tc-hdl-ldl-tg^ 

[0 0 8 3] 

lEUr* W ^;Ww#tt&£JBU$]M£T Gils TCf*f>m:LD LtttfH&TtfUBtt* 

[0 0 8 4] 

[*tt] 

-ass*; (i) ^^tL^^^b^^ttti^^'f&v^or^i?^ liatfffl 

[0 0 8 5] 

-*5*; (I) •C^§tL4*|&Wfk'&»4fct±-f-©»ttH PPAR«7^fftffi*f 
LTis •) > $Ix.t£% HDLaWfn-jHM, L D L * V 7 9 V^JgMMB^fltW 

(^J£lf> ilt, ^J&tlfiL^ (1*3 V^xn-;WjfD.^ N fiHDLli, iSLDLM 

isjflLSE, «m%^jft«o?isii ^ i xr/ 1 tz itmmm tu ©jsjb s <, 

[0 0 8 6] 
[0 0 8 7] 

$ tiZik&W t tz a z <DM £ L x t t>~f . tL-r ftois^&ti |wi c -e $> 

[0 0 8 8] 

J2?V*^K (DNA, RNA, . 7>^-fe>*. 4 

^tsisjiwa, ^^fe> &-$-u#f^ ^*^m> a^^-fr^ifn«t 

§|5ffiv^tL^J;v^ tOliliffit<D 2iJJl±^Il WtI*^ttS4Lt ^ i v> 

o 

[0 0 8 9] 

(I) ^^tL^<b^t^fi^O^O^I»^«tt>V^ ^{i^^^^isj:^/^ 
[0 0 9 0] 

WLtf, (I) -e^^tL^-fb^-trt^ti-eo^mS^T^fflcD^^i^/f 

tz\±n*&<Otz$><D®.<Dmm, -t%t>%mM&mMtLXlt, WZ-IZ, MTP (Microsomal 
Triglyceride Transfer Protein) m^M, HM G - C o AM7uWmB.^M, **71/> 
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i/>*9~vm&lfL 7 <<zr*7-Y?hum {y*?*) ymmmfc) , acat (t^jvc 

oA:3^fn-)l/ 0-r^;H^7>^7i7-b*) MJ, 5 - »; e 
ffi.#*k 3 V*xn-;W&JRR1«J, B§H-»iRJRM#J, IelJjiNa + /flIW*^# (ilea 
1 Na + /bile acid transporter; IBAT) M^J, L D L $sSfrjStt1fc«I • S&SUf # 
V/i-^mMM. ^ny3-;Hi, -nf>MK ^?)i<0^3V^f n-Mi 

[0 0 9 1] 

MTPMfcLTli, BMS- 2 0 1 0 3 8, BMS-212122, BMS-20 
0 15 0. GW- 3 28713, R- 10375 7 htlho HMG-C o Ajt7G 

>, -f?K*9*V^ X2XXX9 + >^ *s>s*X91->mi>*mifbtL2>o ACATISW^I 
tUl F-1251K F- 1 3 9 4, C I - 1 0 1 1 , >'Jt? K****»ffe*l.4 
o *^7l^v>^*--trR& : t : £i]i: LTti, TAK-4 7 5f )^lf ?>*i*o y*7"7- 
}*3(UKSiJi: L"C«\ n7^7"n-», ^n7-fr7-b, ^"9*7 >f ^7- K 7x77 
-f ^5- h *#*»fe>tL4 0 ACATIM^Jt LTli, C 1 -1 0 1 1, FCE 2 7 6 7 
7, RP 7 3 1 6 3fW!bWo a l^* X n -;H&i|3lEIS#J £ LTfi, x-Kf^f/ 
^d^lf fc*t*o lirr^TOPlS^J t Lt, 3l/^f7r/, nv^7Af^W?>n 
&o LDL$#MMJ • »3Ritaiafc LTii, MD- 7 0 0, LY 2 9 5 4 2 7f# 

t hmg-c o A&Ttmmm^Mz&mLtzHi&iz^ n##r, mvcmim&vm - 

#J3#J£: LT^i* L< HMG—C o A»x**ia**K a l/^fn-;HMflJ, 
[0 0 9 2] 

V ^MMJSWJ, -0*'J>«J, DP (s^yf-y/w*-/?^--**) 4 j?3 
[0 0 9 3] 

9?V\\ ^V^nif5U% ^n;v7n/\°5 h\ b^-fSK, h;i/-7'*^K, 9^)^^ 

3= hMo a -9~fr^ is?— vmm%\t Ltli, 7#;W-K-*, tfr^D**-* 

d^jfctf&itSo 0PP4IMfflfc L-Cte. NYP-DPP728A^**^tf P>tLS 0 /OTKVtT/S 
QfaftWlMk Utli, A J - 9 6 7 7, BMS-2 1 0 2 8 5, CP-3 3 1 6 7 9, K 
U L - 1 2 4 8 , LY-362884, L-750335, CP-331648 ***S*»f 

[0 0 9 4] 

<Dm<omn> +%t>%ffimmnt t-ai, km^u 03 

tfWf fc*LSo £ 3 T KVf-U y&mt-Vmi&k LTJi, AJ- 9 6 7 7, BMS-2 1 
0285, CP-331679, KUL-1248, LY-362884, L-7503 
3 5, CP-33164 &m&mifbti2> 0 -fen • y /wtfcT*7 V > • K'<5 
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[0 0 9 5] 
[0 0 9 6] 
[0 0 9 7] 

[0 0 9 8] 

— JKoft (i) ^s*L*#f^fc£-8f* Sfcii— (I) ^StiMt 

Brttfc, ftP4*:t±*J|iP«)^"ea^$*L*o 
[0 0 9 9] 

jbr, mm®*, tetttik, #&mwimz it 

, J&A—AMtz*), — Efco§, lmg*»?> 1 0 0 0mg<Ot£Ht?— 0— la^^SfcEigP 
lft#$tL**», ttz\±j£A— AMtz*), — @»-o§, lmg^lblOOmgOffii-C-a 

— mfrt>®L®#&n& J *ztizfr* ttzit—B immfrh 2 4B#r^t&ffl^swiiftir«MS 

[0 10 0] 
[0 10 1] 

— (I) ^stt&^f&Wt^s Sfctt— ass* (i) -e^stL&fl: 

[0 10 2] 

mn&^<otz*><Dftmmm : m)K&, mm, %m, ij?*frM, #au w&nm^t 

[0 10 3] 

SfcttJW&M w-h-;v, ^-;v=r-^. f^-bjvn-^, f>^^* 

[0 10 4] 

»ifei±*wfc$n*o $p>tiotR#jtt, mmim. %im. #vm. m.m$L 

[0 10 5] 

^P^ot-e, nffl»Jo#j^^ii, ffiiiUf, «fc##k ^y-A^k 

tiz>o ztibitz>t'Dttz\t%ti&±<Dm&wn*'£fr> $;%\<Djj-mttztem'%i%m%ti 
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[0 10 6] 

^titet^ciiiaiuii^T^ (7ve>s, /^v^^^m, *x 

lis^uiv^iii, ##*h &fcim. tmim, mmm^*^ 

[0 10 7] 

^«itt&ftiifeiiaiir«ffl$*trv^«!^^j:i)«jt$*L*o ^x.^> ototf-ji 

fl^atv^i^^ibi^o «Alf, MTJVn-;!/ -fvyot?;l/ 
v. yMy^n;V-;V7r/f) „ #W?§te£iJ (^/Xf TT/^'Jxf V>^'J ^ 
[0 10 8] 

i7iVn-;K ^Mbicigffl, #-ffir;V3-;v (^ntr , 1, 

V/'ja-J'f) . IftjRT^a-^ (2-A+y;vf % 3l/ffe5ffl 

(* , ')t^yxfv>7;v*;vx-fjvf, lKSIx^f;vif) , ^ !8UDllJ£a*lU a* 
^*LRlh#J^feat/tt&4<Oip.3tttfcli2«J3L±*a'&"L-Cfflv>5>*t4o S«bK> 4£#2U 

[0 10 9] 

a6*afe#Jtt&*n**v»»ia*«ffl$*LTv»*fe(0*5>aidr*La o (*"'J7 

l»jh#J^&atfttS4<0l|Mtt*^:li2a£l±«:jS^LTffiv>e)tL&«, fi^ffau fit 

[0 110] 

IW, ^ttKjh^J^'b^iftL^> ! feo#^^^«±2am±^r^L-cJi 

ffi|E# 2004-3072528 
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[0 111] 
[0 112] 

is^Js slum, isi^y^-^jti, —&ffii,zm^hti&3kw$\&ft^mmm&m*r 

>Wti- ^ VJAjfejvMii'x^J:^ fc^^fflfc-^ LTv>T *> «fc v>„ ^-/V-i^l 
#S#BM& 2,868,691 -^J: X^mms, 095, 355 ^ fcfp L < IB* $ *t 

[0 113] 

#k »»*tJftsy tx^7^>i, !Kw^-h8o (setiaiR) so 

[0 114] 

imn-$m-<ntztboyi®L\mh\^x\±, xyn/iHk ^Affl^^JXtiftA/BM^ 

[0 115] 

t it <b OIR t±2rftl izm £ X Wilt 3 *i & o 
[0 116] 

$r U * y V 30 > titt^J ( * ;v * */ }£=. )l> # u - 30 , m.W&MM * if £ & 5? J£ c 
[0 117] 

[0 118] 

RAffltft#j*ts:^-r*i»**«±aiif«*» (rhwf-, ^^5>ff-) 

[0 119] 

[H^o^*] 
[0 12 0] 

— Jft* (I) ^3fr«**Wft^*fc«t-eo*tt* PPAR«7^ M'fcfflfc^ 
L"Ci3*K Milf> HDL3^fD-Jl/±m LDL* V7?V*ifM1UB^JiH 

% ^zziuxTV~fr<DmtofeMftm*JiLx\,>2>zbfrh, «£it if • mnftm^-B 
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&£ (0flx.tf> *m*fl* T^Jitlfil^ (*a l^xn-;WfiU£, iHDLifi, ^LDLJti 
[0121] 

[0 12 2] 

*^'fk^<7)^t'OV>TmTlw^i-o #Eiffl* f f , fcJBv*;fc4fr£»i* IUPAC^H 
gij tcm C fc^te £ fi-^fitJ CIUPAC Ogyi'J <75tfr£ £«3;/fc?i-*>fb£*L 
tzi/XT&* ACD/Name™ (^'-'7 3 ✓'G.OOn Advanced Chemistry Development Inc.1±§& 

3- [3- (^h^'>^h^V) 7x;#V] 'O'/x-h 
[0 12 3] 
Hfc 1 7 ] 

C0 2 Me 




H 3 C 

[0 12 4] 

[3- 7x-JV] **n^®? (597 mg) , 

^ V^n.— h (152 mg) <D¥9 u n > ? yv#?& (12 ml) C : &l/^i7-'>-7 , 7, 

(38 mg) , gf&S (200 mg) fcJnx., M"C-lft*#Lfco Rlfett^WK**^^^* 

jn£/cm> (i^ n D p^) aaatfco a«t«rs^»* (is*n&Bb*t*?- > u 

ifc : ftff T > ttK=4 : i) , tK*3 «t fe*n£ifcJc-?JIS&«fei£ U fekfiicMf- b'J7A 

: I 1) till, TfB<3W14«&;f ^MMt^ (320 mg) 

TL C : R f 0.71 («^4Mf> '. I£^^;i/=2 *. 1) 0 

3- (3-kKn#'/7xy**/) ^o-y^-h 
[0 12 5] 

l-fk i 8 ] 




[0 12 6] 

HifrWl-efiiiLfc'ffrfrW (320 mg) £4N OsJtefaM/ V^^r^y (8 mL) 

n7t«^77^- : fflsl*j.*->u=.2 : l) -eflMttU Tiao%^'lfi : Sr^i-^^M 

ffc^ (200 mg) fcfcfco 

T L c : R f 0.49 y : ^-2 : l) ; 

NMR (CDCls) : S 7.78, 7.67, 7.41, 7.22, 7.19, 6.60, 6.57, 6.50, 5.18, 3.90 o 

ffiiE# 2004-3072528 
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mmm3 

3- [3- ( I (2E) -3- [4- ( h U 7;v^-n^^;v) 

[0 12 7] 
Ufcl 9] 




[0 12 8] 

ISifcW2-e|lSlfcft^» (188 mg) , 1- [ (IE) 
-i-^f^] _4_ ( h ij 7;v^-n ^ f-;v> ^y-tf>- (204 mg) O^^ 1 ■f-Jl/afcA'A 
75 (3 mL) KSM V?"n tf/Wcf-*T 5 > (0.12 mL) (117 

mg) «rinx.T^®t?2.5^FW4t#U^o KJ&ift^®fc;fc*;finjiT«'&*Ji (^n^^>:S^ 

■9-^ :»Bfeif-^=8: 1) T»*U TSBOWMfc^SMfl^W (236 mg) 

tlc : Rf 0.70 : WfWL^^2 : l) ; 

NMR (CDCh) : d 7.79, 7.67, 7.58, 7.49, 7.40, 7.30-7.21, 6.81-6.71, 6.66-6.61, 
6.48, 4.70, 3.89 0 

3 _ [ 3 _ ( J (2E) — 3 — [4 — (h'j7Wn>f;V) - 2 - ^a^> 

-l--f;v| tJfy) 7x^y] 
[0 12 9] 
Mb 2 0] 




[0 13 0] 

£Jfcffi 3 ^ISBiL/Hfc^ (196 mg) * / (2.2 mL) KZNfrmtl- b U f 

A?jc» (1.1 mL) fcilf.* (4.4 mL) *fln*.T60 , C-?2li#N]tt#Lrt:o RJSift 

^r1-&aiMk^ ! ft (150 mg) 

tlc : Rf 0.54 (^pd> 9 y : ^y-;v=i9 : l) ; 

NMR (DMSO-de) I 8 4.76, 6.75-6.60, 6.89-6.80, 7.38-7.27, 7.44, 7.50, 7.74-7.65 

, 13.12o 

5 ( 1 ) - ( 3 3 ) 

^MM5 (l) , 

4 _ [4 _ ( | ( 2 E) -3- [4- (f'j7;V*D>f;V) 7x-^] -2--fv<y 

ffigE# 2004-3072528 
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TLC'.Rf 0.33 (Vfuujt * > \ * 9 J -;wi9 : l) ; 

NMR (DMSO-de) *. 8 4.78, 6.70, 6.87, 6.95, 7.13-7.05, 7.75-7.66, 7.91, 12.75o 
3giifefl]5 (2) 

S3 - [3 - ( I (2E) -3- [4 - (f'J7fl/tn>ffl/) 7x-;V] - 2-7*0^ 
TLC'.Rf 0.42 (y^nn^^y : ^^y-;W9: l) ; 

NMR (DMSO-de) : 5 3.55, 4.74, 6.56, 6.73-6.60, 6.83-6.75, 6.88, 6.94, 7.03, 7. 
34- 7.24, 7.69, 12.36 0 

mmms (3) 

|4- [4- ( 1 (2E) -3- [4- (b'j7;Hn^f^) 7 -2-7°n^ 
TLC: Rf 0.49 (y^nn> * > : * &;-)V=i9 : 1) ; 

NMR (DMSO-de) : 5 3.52, 4.75, 6.69, 6.86, 6.91-6.84, 7.01-6.95, 7.06-7.00, 7.2 
1, 12.29„ 
mmms (4) 

4 --7;v*n- 3 - [3- ( I (2E) -3- [4- (fV7;i'tn^ 7i-^] 

- 2 -7o^y- l -4 ;v| 7^/^r->] 

tlc : Rf 0.35 (^nn> * > : *y-;u=i9 : l) ; 

NMR (DMSO-de) : 4.76, 6.75-6.58, 6.88-6.80, 7.32, 7.50, 7.56, 7.72-7.66, 7.7 
7, 13.17 0 
mMM 5 ■ ( 5 ) 

2 -^^;v-3- [3- ( | (2E) -3- [4- (b'J7Jl/tn>f ^) 7x^*] - 
2 -7n^>- 1 -4M ** s s) 7*.J*=s\ Sill 
TLC'.Rf 0.37 (Vfuu * ? y : * ? y -)v=i9 : i) ; 

NMR (DMSO-de) : d 2.34, 4.73, 6.42, 6.53, 6.65, 6.74, 6.82, 7.13, 7.26, 7.29, 
7.62, 7.68, 13.04o 
mi&M5 (6) 

4 3 _ [ 3 _ ( J (2E) -3- [4- (b I J7A'tD>f^) 7x-;l/] - 

TLClRf 0.43 (y^nn^^y :^^y-;v=i9:i) ; 

NMR (DMSO-de) : 8 2.25, 4.75, 6.52, 6.71-6.59, 6.87-6.77, 7.29, 7.34, 7.42, 7. 
65, 7.68, 12.96o 
g£jfeffJ5 (7) 

4 - [3- ( I (2E) -3- [4- O^Wn^f^) 7i-JV] _ 2 -7 P tt^>' 

tlc : Rf 0.39 (v^ntM^v : > *y-;v=i9 : 1) ; 

NMR (DMSO-de) : d 4.77, 6.73-6.50, 6.76, 6.91-6.79, 7.03, 7.35, 7.68, 7.92, 12 
.81o 

mmms (8) 

j 4 _^ h ^>_3_ [3- ( I (2E) -3- [4- (b')7;i/tn^f^) 7 
] - 2 -7n^y- 1-4 M **~>) 7x^y] 7 *.~M ^m. 
TLC : Rf 0.37 ('^nn^> : *7-;i/=19 : 1) ; 

NMR (DMSO-de) I 5 3.49, 3.70, 4.71, 6.39, 6.46, 6.69-6.59, 6.81, 6.95, 7.10-7. 
05, 7.20, 7.69, 12.26 Q 

■mmms (9) 

| 4 _ [3 _ ( I (2E) -3- [4- (h'j7;vtn^f;v) 7x^] -2~7°v< 

7^J**S~\ 7x-)V| WrB. 

TLC'.Rf 0.37 (V^nn> ; > */-;v=l9 : 1) ; 

NMR (DMSO-de) 3.54, 4.74, 6.54, 6.71-6.60, 6.86-6.76, 6.96, 7.31-7.20, 7.6 
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8, 12.32o 

mmm 5(10) 

12- [3- ( I (2E) -3- [4- (b'j7^tn^f)l/) 7x-JV] -2-7°n^ 
TLC : Rf 0.42 (v^nny : y *y-;v=L9 I 1) ; 

NMR (DMSO-de) : d 3.56, 4.72, 6.50, 6.55, 6.65, 6.75, 6.90 -6.77, 7.11, 7.27-7 
.20, 7.35, 7.68, 12. 26 c 

^mm 5(11) 

|4 -^f-fl'- 3 - [3- ( 1 (2E) -3- [4- (F'j7^n^f;v) 
TLC : Rf 0.23 (ffl^JL^;v) ; 

NMR (DMSO-de) : d 2.06, 3.14, 4.72, 6.43-6.48, 6.60-6.69, 6.82, 6.96, 7.10, 7. 
21, 7. 68o 

5(12) 

|3-^f-^-5- [3- ( I (2E) -3- [4- (h'j7;vtn^f;v) "7*-;v] 

- 2 --/D^>- 1 -4)\>\ 7xy^-y] 7x-jV| ffc^ 
TLC:Rf 0.24 (H=fkx.?-/u) ; 

NMR (CDCU) : d 2.28, 3.55, 4.67, 6.46, 6.59-6.62, 6.68-6.76, 6.83, 7.20-7.23, 
7.47, 7.57o 
^MM 5(13) 

|2->f-;V-3- [3- ( I (2E) -3- [4- (F'j7;i/tn^f;i/) y^-fr] 

- 2 -7°n^>- 1 7x7+^/] -7^-)\s\ 
TLC : R f 0.31 (v^OCM 9 V : * */-;v=i9 : l) ; 

NMR (DMSO-de) : 5 2.06, 3.65, 4.72, 6.41, 6.48, 6.74-6.59, 6.87-6.76, 7.06, 7. 
14, 7.24, 7.68, 12. 36o 
^MW5 (14) 

j4-^nn-3- [3- ( I (2E) -3- [4- (h'J 7;i/tn>f Jl') 7 

- 2 -^n^^- i *drv) ^y^] -7ai-;v| 
TLC *. R f 0.43 (i??uu* ?y ; * *y-;wi9 : 1) ; 

NMR (DMSO-de) : <5 3.56, 4.74, 6.49, 6.58, 6.66, 6.87-6.75, 7.05, 7.11, 7.28, 7 
.51, 7.69, 12.39o 

mmm 5(15) 

I 2 -^nn- 4 ^;V- 3 - [3 - ( I (2E) -3- [4- (h'J7Wn^f^ 
) 7x;;i/] - 2 -7"D^^- 1 — f JV} 7x/*>'] 
TLC : Rf 0.48 {¥>?uu**y : ^^y-;v=i9 : l) ; 

NMR (DMSO-de) I 5 2.08, 3.71, 4.71, 6.31, 6.37, 6.72-6.58, 6.80, 7.28-7.18, 7. 
68, 12.44o 

^nm 5(16) 

(2E) -3- (3- 1 3 - [ ( i (E) -2- [4- (b'j7;Hn>f;v) 7^-)V 

] 1 e-;v^^r->) >f^] 7x;^->| 7i-;v) r^U^m 
TLClRf 0.41 (^nn^v : *y -;v=i9 : l) ; 

NMR (DMSO-de) : 5 4.75, 6.51, 6.58, 6.71-6.59, 6.87-6.78, 7.03, 7.30, 7.43-7.3 
6, 7.47, 7.56, 7.68, 12.42 0 

mmm 5(17) 

3- (3- 13- [ ( I (E) -2- [4- (f'j7^n^f;i/) :7^~;i/] } fcf-;i/ 

tlc : Rf 0.50 (y^DO 9 y : * *y-;v=i9 : l) ; 

NMR (DMSO-de) I 5 2.6-2.48, 2.79, 4.74, 6.54, 6.72-6.60, 6.87-6.74, 6.91, 7.00 
, 7.31 -7.23, 7.70, 12. 11 0 
mm (1 8) 
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\2-7)V*u-5- [3- ( I (2E) -3- [4- (F'j7;Vtn^f^) 7^~;V 

tlc: Rf 0.38 (* dd*m : * *y-;i/=9 : 1) ; 

NMR (DMSO-de) ! 5 3.19, 4.73, 6.85-6.49, 7.05-6.99, 7.25, 7.66 Q 
$mW 5(19) 

{4_ 7 ^*n-3- [3 - ( I (2E) - 3- [4- (b'J7Wn>f-Jl/) 7x- 
;v] -2 -"/n^v- l --f ^y) 7iy*->] 7x-;v| TO tPJ^Aig 
TLC: Rf 0.43 (^nn*M:^^;-;>=9:i) ; 
NMR (DMSO-de) I 8 3.19, 4.73, 6.49, 6.85-6.58, 7.27-7.03, 7.68o 
5(20) 

|3- [4- ( I (2E) -3- [4- (h'j7;Vtn^f^) 7x-*] - 2~7°U^ 

tlc : R f 0.27 (^on^ry : >*y-;v=i9 : l) ; 

NMR (DMSO-de) : 5 3.53, 4.75, 6.69, 6.78, 6.90-6.80, 6.97, 7.07-6.97, 7.26, 7. 
75-7.65, 12.31o 
jjtfefli) 5(21) 

12- [4- ( I (2E) -3- [4- (b'j7;vtn^f;V) y*.-)l<] - 2-7n^ 

TLCiRf 0.33 (y?on>r/ : ^ *y-;i/=i9 : D ; 

NMR (DMSO-de) : 5 3.60, 4.74, 6.74-6.64, 6.95-6.82, 7.07-6.97, 7.21, 7.31, 7.7 
0, 12.23o 

5(22) 

|3- [2-^^;v-5- ( ] (2E) -3- [4- (h'J 7^tn^f 
- 2 -y°u^y- 1 --f ^-dr-» 7xy+'>] 7^-;v( gf;& 
TLC : Rf 0.63 {V?uu*9> \ **? ) 

NMR (DMSO-de) I 8 2.07, 3.53, 4.68, 6.53, 6.62, 6.86-6.72, 6.96, 7.22, 7.24, 7 
.67, 12.32o 

5(23) 

}3->h*v-5- [3- ( I (2E) -3- [4- (b'j7;vtn>f;v) 71-^ 
] - 2 --fn^y - \ - 4 M **v) 7x^y] TO th'J7At 

tlc : R f 0.38 (^nn*n:>?;-w:i) ; 

NMR (DMSO-de) : 5 3.09, 3.67, 4.74, 6.32, 6.45, 6.86-6.64, 7.26, 7.69 Q 

mmm 5(24) 

12- (h'j7;v*n^f;v) -5- [3- ( I (2E) -3- [4- (h'J7JVtn^ 
^-)V) 7x^)V] - 2 -zfu^.y- i — f ;vl yz.;*=y} y jl-M WW. 

TLC : R f 0.36 (V?uu*?y \ *9J-)\>=\$ : 1) ; 

NMR (DMSO-de) : 5 3.74, 4.77, 6.72-6.62, 6.92-6.76. 6.97, 7.16, 7.37, 7.62, 7. 
69, 12.51o 

mmm 5(25) 

|3- [2- ( 1 (2E) -3- [4- (f'J7;vtn^f-;v) - 2 -7n^ 

TLCiRf 0.54 (^nn*w:^;-w:i) ; 

NMR (CDCb) : S 3.57, 4.70, 6.31, 6.50, 6.89-6.85, 7.00-6.94, 7.05, 7.16-7.11, 
7.25, 7.35, 7.52 0 

mmm 5(26) 

| 2 -^^;v-3- [2-^;V-5- ( I (2E) -3- [4- ( h 'J y)P*u* 
) 7x^)V] - 2 -7a^>- 1 ~>f ;v| ^-^'» y^S*i/] 7x-;v| TO 

TLCiRf 0.43 {*?*uu* * v : ^ *y-;v=i9 : 1) ; 

NMR (DMSO-de) I 5 2.09, 2.14, 3.64, 4.63, 6.23, 6.58, 6.72-6.63, 6.74, 6.99, 7 
.07, 7.19, 7.73-7.60, 12.38o 
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&mm 5(27) 

j 4 3 _ [2-^f-;v-5- ( | (2E) -3- [4- ( h 'J 7^tn^f ;1/ 

) 7x-*] - 2 -^o^y- i --f ;u| 7x;^y] 7x-jH I£m 

t L c : R f 0.43 (i??uu*?y : ^^y-;v=i9 : l) ; 

NMR (DMSO-de) : 8 2.13, 2.15, 3.46, 4.64, 6.28, 6.60, 6.73-6.65, 6.75, 6.93, 7 
.20. 7.69-7.61, 12.25 0 
sgJifcffa 5(28) 

|2-7;w^-n-3- [3- ( 1 (2E) -3- [4- (b'j7;vto^f ;v) y 
] - 2 -7°n^>- 1 -4 M **v) 7x;^fy] Ifc^ 
TLC : Rf 0.49 (^nn^;VA:^^;-JH:D ; 

NMR (CDCh) : 8 3.74, 4.68, 6.46, 6.60-6.57, 6.76-6.67, 7.06-6.90, 7.25-7.20, 
7.48, 7.57 0 
3kmW 5(29) 

|4- [2- ( 1 (2E) -3- [4- (l>>J7;vtD^^) 7i-;V] -2-^n^ 
**~» ^x^*^] 7x-;H 

TLC : Rf 0.51 (^nn*;vA : ^ */-;v=9 : l) ; 

NMR (CDCh) : 8 3.59, 4.72, 6.34, 6.54, 6.94-6.90, 6.99-6.96, 7.06-7.03, 7.21- 
7.10, 7.37, 7.54 0 
5(30) 

3, 4-^h*>'-5 - [3 - ( 1 (2E) -3 - [4- (h'j7^tn>f ;V) 7^ 

- 2 -7n^>- l **v) 7x^y] $lfl 
T L C : R f 0.36 {i??uu*?> : ^^y-;v=i9 : D ; 

NMR (DMSO-de) : * 3.74, 3.87, 4.75, 6.52, 6.71-6.60, 6.87-6.75, 7.13, 7.27, 
7.39, 7.70-7.65, 13.03 o 
«ff!)5 (3 1) 

|3, 4-v^h*v-5- [3- ( I (2E) -3- [4- ( h U 7 n ^ ^;V) 7 

- 2 -7n/^>- 1-4 )i>\ 7x;^>] 7x-;H 

TLClRf 0.35 (^nn^ * > : *9S-fr = l9 : 1) ; 

NMR (DMSO-de) : S 3.49, 3.61, 3.79, 4.72, 6.47, 6.58-6.52, 6.64, 7.74-7.66, 
7.23, 7.6, 12.31 0 

mm.m 5(32) 

[ 3 _ ( 3 _ |3- [4_ (hij7Hn^fJV) 7^=.)U~\ 7°n^:/| y^S^-is) 
TLC : Rf 0.42 (y^utM *y : ^ *^-;v=i9 : 1) ; 

NMR (DMSO-de) : 5 2.08-1.95, 2.86-2.75, 3.56, 3.94, 6.57-6.50, 6.69, 6.88, 
6.93, 7.03, 7.25, 7.31, 7.45, 7.62, 12.27 c 
$ii5 (3 3) 

2 _ [3- ( | (2E) -3- [4- (bV7JVtn^f;i/) 7x-^] - 2-7'n^> 

-\-am 7x^y] 

TLC'.Rf 0.52 (y^nn* *y : ^ *y-/u=i9 : 1) ; 

NMR (DMSO-de) : 8 4.73, 6.45, 6.54, 6.65, 6.74, 6.82, 7.02, 7.30-7.21, 7.53 
, 7.68, 7.82, 12.85 0 

-Wt& (I) -emZtiZ^f&mk&W*^ P P A R T h ttt t*t * i t 

( 1 ) thP PAR*iV>t^>7x5-l?7ffe'f 
[0 13 1] 
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5|-t-4^^^-*ft*"t-*lte"C, PicaGene Basic Vector 2 (i8in a n ^ JfcEM 
#*n^No. 309-04821) j&»lb ;W>7 x <7 --trjfj&iHS^fcSJ >9 til L, TK^n-*-*- 
&fcopTK0 (^nvx^^ti^ # * n ^No. 6179-1) frb^ -J&Sik/hO^o*- * -fif 
ftkU, TK^nt-^- (-105/+51) ^JST^Vv' 7 j. 7 - «tf it^HS'* * * -pT 
K-Luc. =H«Lfco TK^n^-^-ii^ir, f£©0^|E¥B^T-fc£Gal4S6<DJfc& 
BBflK UAS*4EHfel9>gL*:J.>^> , 9— BBJII*i*AL. 4xUAS-TK-Luc. U V 

^-^-H5?i:L/;o mTKfflWc^WN^-IE?!] (BB^iJ#-^l) *7fi-to 

mm^ i : Gang a b^wm * m o & l ^ ^ ^ ^ > * - sa^j 

5'-T (CGACGGAGTACTGTCCTCCG) x4 AGCT-3* 
0«Gal4Se^DNA^Hi^O*;l'^^r tfl^»hPPAR«, y 

©i^CMUo 1"&;b*>, PicaGene Basic Vector 2 (igq a n £> 3u£-f > *tt, # 
n^No. 309-04821) 7n^e- * - • zcy^y^r-^mi-t 

10 13 2] 

Gal4®S(7)DNA^^, l#B^<b 1 4 7 #g £ tOT 5 7 mic^iJ £ - Ki~& D 
N AT$ii&~ % t>PPAR«, 7 t tz&8 <DV 1$y K£££ilit£ =i - Kt^DNA^ 7 
U-Atf*^ <fc ? CI^LT, PicaGene Basic Vector 2<Z)7n^-*- • a^y^y^r- 

% y £ 1z\± 8<DV if> Y&&W$.V>T ^ J 5fc3^- t±, SV40 T-antigenfi5^<^^Str->^^- 
;K Ala Pro Lys Lys Lys Arg Lys Val Gly£@fiU — ^> # ;V Ktef&^gfi 

Tyr Pro Tyr Asp Val Pro Asp Tyr AlahS^#lt ^ V > 7 £MKWL~f & i d &D 
NASe^iJt L^o 
[0 13 3] 

tfPPARa, y a 1Ty Vm^Wttt LXm^tzMTk&frlrUfrte, R. M 

ukherjeeib (J. Steroid Biochem. Molec. Biol., 51, 157 (1994) #fig) . M. E. Gree 
nb (Gene Expression., 4, 281 (1995) #]&) „ A. Elbrecht^ (Biochem Biophys. Re 
s. Commun. , 224, 431 (1996) &Mttz\±k. Schmidt k (Mol. Endocrinology., 6, 163 
4 (1992) Ml) KVimZtltz, HfPPAROMWb, 
t>PPAR«'jr/ K|»#«tt : Ser 167 -Tyr 468 
tl>PPAR 7 'i#> K*S#fl[i* : Ser 176 -Tyr 478 
EfPPAR5U> Kit*** I Ser 139 -Tyr 441 

(thPPARyl, h P P ARy 2T'«Ser 204 -Tyr 50 Sc+B^L. £ < Wi tatfMBfllT? 
) *3-Kt5DNAt«)8Lfco * fc. S#$g¥K*t1-& * < 
, P P ARU ify K|§^J**&&LfcGal4ga<aDNA>»'aiRSU lflH14 7f 
g £ tOT 5 y MIS?iJ<S><^£ 3 - D N A *%Ct&§£m^? 9 - ^f-ttiltfco 
(2) HhPPARa, yi^li5l:fflV^>7x7-lf7y'fe>f 
^JWI&fcL"rfflv»fcCV-lJ(IBJj&tt1ltfetc^oX**L/io 
-jJOVigife (DMEM) iC^SSIif (GIBC0 BRLtts * * n ^*No. 26140-061) 1 0 

J:3fc«6SnU Se>fc»*«5 OU/mlO^-i/V >Gfc50/£ g/ml«XM/^ 
W*Jp^fc*»ICT, 5 3 7TOlU;o 

[0 13 4] 

l/#-9-mtt, Gal4-PPARl&ia^^^-OMDNA^, ^±«F*3^SA1-^ h ~7 
>^7x^->a>i:|&U MSr^lO cm dish£2 x 10 6 cellsMLT* Jfil** 

^^mx—mmmm^^tzik, ra^iomi^jox-^o io/j 

g> Gal4-PPAR#lil^*-0.5^ g tLipofectAMINE (jS n H q£, GIBC0 BRtf±> *^n^No 
. 18324-012) 50 M 1 £ i < ?1*0 U _hfBJ»*dishlc«gJn L/c 0 3 7*CT?***5-6I^IHI 
|fe»t> lOmloa^l&^JflL* (GIBCO BRLtt, * ^ n ^No. 26300-061) 2 0%«r^tf^tfi 
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ls/100 «1 DMBM-10»a#fJfll*/well«>«Ift»Kt?9 6 *7 V- b Wf»«L, ■ ^ZSS? 
LJWJfeiJW* Lfc t £ > t*£*«W 2 |&»K*^tf WDMEM-10XA«f JflL»»iS 
100^ 1 tiSlUo 3 7X^4 2B3MHJMU HIfc**»3*. f«oT^7x 

#s&9Hfr&' < »w\ P P A R « Kit lt«n.*:7 rfi^ b itt I'feo 
JUL* g g p - ;i/ j3 J: mfiL^flgg&TfEJB : 

SD77 HCIfta W^t-d-;v||*|. (5.5% fc?-±yttu 1.5%3VXtD-;K 0.5% 

v Y<Dftttm&L, ^cO#a^9^-^-«K*ffljfeL'^o ill^Sti. LDL. HD 
L TGt, NEFA, TC|t?*5, H D L < »**t £*T &V>. fiH*5>6 

PtWfcHi^n i/7fn-ji/fflWt*«tfco *IM9:#*TIMIL+1IIIK ( 
TG HDL. LDL, NEFA, TCf) *«Sfebfc« ^^<t^tiffl* 
HJSCTHDLtJ:^^ ifcLDLtftT?*fc^ »iMl^fCtfflt 

[0 13 6] 



^SJ^!l 1 

. j 3 _ [ 2 - ( | [if* ^^V^] 7*>M t^fv) J-b*v 

] 7i-)H W • • * 500g 

■ ^-fe^D-^Jtl^^A (JStttftJ) • • \20g 

•^fT'J^ny^ (MM) • • -10g 

' ' ' 470g 



2 

. j 3 _ [ 2 - ( ! [if* (4-^^71-^) 7^;| t^y) 

] 7i-;vl S^m * ' * 200 g 

. • • -2000g 

• • - 50L 

[0137] 
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<110> 0N0 Pharmaceutical Co. , Ltd. 
<120> Phenyl ether derivatives 
<130> PPJP-26 
<160> 3 

<170> Patentln Ver. 3. 1 
<210> 1 
<211> 85 
<212> DNA 

<213> Artificial sequence 
<220> 

<223> Enhancer sequence including 4 times repeated Gal4 protein response sequenc 
es 

<400> 1 

tcgacggagt actgtcctcc gcgacggagt actgtcctcc gcgacggagt actgtcctcc 60 
gcgacggagt actgtcctcc gagct 85 
<210> 2 
<211> 9 
<212> PRT 
<213> Unknown 
<220> 

<223> Nuclear localozation signal derived from SV-40 T-antigen 
<400> 2 

Ala Pro Lys Lys Lys Arg Lys Val Gly 
1 5 
<210> 3 
<211> 9 
<212> PRT 

<213> Influenza virus 
<220> 

<223> hemagglutinin epitope 
<400> 3 

Tyr Pro Tyr Asp Val Pro Asp Tyr Ala 
1 5 
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(I) 



ffigE#2 004-3072528 



#12 0 0 3-2 8 6 1 9 9 1/E 



|=-t mm 2003-286199 

^ft## 50301292138 

fiSW **ffii§-t* 0 0 9 5 

ftj&U W15^ 8J1 5 0 



[HffiB] ^15^ 8 J? 40 
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m m a a s it » 



l/E 



jftgll*-* [000185983] 
1 . 0 1 9 9 0^ 9^ 20 

ft 0f *K)fr*Krif*ffe[2iI^fflT2T@ l#5^r 
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